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(54) PREPARATION OF 5-FLUOROURACIL DERIVATIVE 
(11) 55-154976 (A) (43) 2.12.1980 (19) JP 

(21) Appl. No. 54-63636 (22) 22.5.1979 

(71) TAIHOU YAKUHIN KOGYO K.K. (72) SHIYUUICHI UEDA(3) 

(51) Int. CP. C07D498/14//A61K31/505(C07D498/14,C07D239/00,C07D263/00,C07D307/00) 

NEW MATERIAL: 2,3'-Anhydro-l-(tetrahydro-2 / -furanyl)-5-fluorouracil shown by 
the formula I. 

USE: A carcinostatic substance or its synthetic intermediate. 

PROCESS: A trans-l-^'-halogenotetrahydro^'-furanyO-S-fluorouracil shown by the 
formula H (X is halogen) is subjected to ring closure in water or an organic solvent, 
preferably in the presence of a reaction accelerator at 0~150°C, preferably at room 
temperature to 100°C for 10 minutes^24hrs to give a compond shown by the for- 
ula I in figh yields with ease. A basic substance, e.g., NaOH, sodium methoxide, 
or an acidic substance, e.g., acetic acid is used as the reaction accelerator. The start- 
ing material shown by the formula H is obtained by reacting 2,4-bis(trimethylsilyl)- 
5-fluorouracil with a 2,3-dihalogenotetrahydrofuran in a solvent or in the absence 
of a solvent. 
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NEW MATERIAL: 1,2-Closo carborane shown by the formulae I— IV [R 1 is H, alkyl, 
or aryl; R 2 and R 3 are R 1 or form alkylene; R 4 is alkyl or halogen; R s is (CH 2 )m 
CH 3 or (CH 2 )m-OR 6 (m is 3—15; R 6 is aryl); Y is -N = N-, -S-S-, etc.], corre- 
sponding 7,8-nido carborane, and its salt. 

EXAMPLE: A compound shown by the formula V. 

USE: An antimicrobial agent. Extremely effective against fugi. Useful as a germicide 
and an anti-infective. 

PROCESS: For example, a compound shown by the formula VI is treated with an al- 
kali metal in liquid ammonium and changed into a divalent ion, which is condensed 
in the presence of KMnO* or CuC/ 2 to give a compound shown by the formula I (Y 
is -N = N-). This compound is converted into 7,8-nido carborane, if necessary. 
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PURPOSE: To obtain acetoxysilanes useful as a raw material for an organic siloxane 
polymer, silanol, etc. in high yields without a by-product of acetyl chloride, by re- 
acting a specific silane derivative with acetic acid in a specified solvent of a hydro- 
carbon. 

CONSTITUTION: A silane derivative shown by the formula I (R is H, alkyl, vinyl, 
aryl, or aliyl; n is 0^3) is reacted with acetic acid in a solvent of a halogenated 
lower fatty hydrocarbon to give an acetoxysilane shown by the formula H. A solvent 
being liquid at normal temperatures at normal pressure, having one carbon atom, 
is suitable as the solvent, especially CHC/ 3 or CC/< is the fittest. The reaction tem- 
perature is 150~-30°C and the reaction time is 1^30hr. Since acetyl chloride will 
not occur as a by-product and the effusion speed of hydrochloride evolved as a by- 
product is. high, the desired substance can be obtained extremely efficiently. 
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